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Solid-phase synthesis
• A review of polymer-supported catalysis in synthetic chemistry has recently been
published (Clapham et al., Tetrahedron, 2001, 57(22), 4637-4662).
• A solid-phase synthesis of 3-amino-1,2,4-triazin-5(4H)-ones by the reaction of
resin-bound isothiourea with 2,3-diaza-3-pentenedioic anhydride has been
described (Yang and Kaplan, Tetrahedron Lett., 2001, 42(27), 4433-4435).
• Peptides incorporating a tripeptide-derived 6,6-fused bicyclic subunit have been
prepared on solid-phase, the key bicyclisation step taking place during cleavage
under acidic conditions (Kohn and Zhang, Tetrahedron Lett., 2001, 42(27), 4453-
4457).
• 4-Aminopiperidine analogues have been prepared on solid-phase using a new and
efficient method for the removal of an Alloc protecting group from secondary
amines (Fernández-Forner, Tetrahedron Lett., 2001, 42(27), 4471-4474).
• The solid-phase synthesis of 3,4-dihydro-2(1H)-quinazolinones and 3,4,-dihydro-
1H-quinazolin-2-thiones on Rink resin has been achieved (Sun et al., Tetrahedron
Lett., 2001, 42(25), 4119-4121).
• The Michael addition of solid-supported amines to vinylsulphones has been
developed as a synthetic approach to β-aminosulphonamides (Makara and Ma,
Tetrahedron Lett., 2001, 42(25), 4123-4125).
• The lithiation of chloromethylated polystyrene and reaction with a range of
electrophiles has yielded a range of functionalised polymers (Yus et al.,
Tetrahedron Lett., 2001, 42(24), 3977-3979).
• The enantioselective conjugate addition of Schiff base ester derivatives to Michael
acceptors on solid-phase has led to the production of optically active unnatural α-
amino acids (O’Donnell et al., Tetrahedron: Asymmetry, 2001, 12(6), 821-828).
Novel resins and linkers
• A new gel-type resin with a unique cross-linker containing a secondary hydroxyl
has been developed and offers a range of opportunities in sold-phase organic
synthesis (Dickerson et al., Bioorg. Med. Chem. Lett., 2001, 11(12), 1507-1509).
• Polymer-supported N-hydroxysuccinimide has been prepared from a styrene and
maleic anhydride co-polymer and has been employed as an effective catalyst for
DCC-mediated peptide synthesis (Chinchilla et al., Tetrahedron Lett., 2001,
42(27), 4487-4489).
• A diaryl alkene protecting group known as a ‘precipiton’ has been used in the
isolation of α-substituted β-ketoesters by a simple filtration step; a strategy that
lends itself to automated synthesis (Bosanac and Wilcox, Tetrahedron Lett., 2001,
42(26), 4309-4312).
• (Diacetoxyiodo)benzene derivatives have been prepared on solid-support and used
in the synthesis of quinones from phenols and hydroquinones (Ficht et al.,
Tetrahedron, 2001, 57(23), 4863-4866).
• A number of arylsilane-based linkers have been prepared and used in traceless
solid-phase synthesis (Lee and Silverman et al., Tetrahedron, 2001, 57(25), 5339-
5352).
Library applications
• Parallel solution-phase synthesis has been used in the exploration of the SAR
around a series of phenylalanine derived CCR3 antagonists (Dhanak et al., Bioorg.
Med. Chem. Lett., 2001, 11(11), 1441-1444). In the following paper, parallel
synthesis has again been again to optimise CCR3 antagonists, removing a
metabolically vulnerable ester group, to yield compounds with functional activity
and potential as anti-inflammatory agents (Dhanak et al., Bioorg. Med. Chem.
Lett., 2001, 11(11), 1445-1450).
• An optimally active cavitand has been prepared on polystyrene solid support and
used for the selective recognition of guest molecules such as norbornene and
methylcyclopentane (Saito and Rebek, Bioorg. Med. Chem. Lett., 2001, 11(12),
1497-1499).
• A 512-member library of synthetic receptor molecules designed as mimics of
vancomycin has been prepared and used to distinguish D-Ala-D-Ala and D-Ala-D-
Lac containing ligands (Monnee et al., Bioorg. Med. Chem. Lett., 2001, 11(12),
1521-1525).
